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AB The invention relates to .a preparation of new 2 , 3-benzodiazepine derivs. of 

formula I [wherein: Rl and R2 are independently selected from H or Cl-3alkyl; 
R3 is (un) substituted 5- or 6-membered ring containing at least 2 heteroatoms; 
R6 is (un) substituted phenyl; R4 is H or halogen; R5 is Cl-3alkoxy or halogen; 
R4 and R5 together can be Cl-3alkylendioxy group] as AMPA receptor 
antagonists, useful for the treatment of conditions associated with muscle 
spasms, epilepsy, acute and chronic forms of neurodegenerative diseases as 
well as preventing, treating or alleviating the symptoms of acute and chronic 
inflammatory disorders. For instance, prepared compound II (IC50 = 1-5 jiM) 



inhibit AM PA- induced "spreading depression" in isolated chicken retina (table 
1, example 61) . Muscle relaxant activity in mice of the compound II was 
determined (inclined screen ED50 was 10.7 mg/kg; table 4, example 61). 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of novel substituted 2 , 3-benzodiazepine derivs., useful as 

AM PA 

receptor antagonists) 
RN 732277-08-6 CAPLUS 

CN ' 7H-1, 3-Dioxolo [4, 5-h] [2 , 3] benzodiazepine, 8 , 9-dihydro-8-methyl-5- (4- 
nitrophenyl)-7- (2-thiazolyl ) - (9CI) (CA INDEX NAME) 




RN 732277-09-7 CAPLUS 

CN 7H-1, 3^Dioxolo [4, 5-h] [ 2 , 3] benzodiazepine, 8 , 9-dihydro-8-methyl-5- ( 4- 
nitrophenyl)-7-(2-thiazolyl)-, (8R)- (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




RN 732277-10-0 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 
nitrophenyl)-7-(2-thiazolyl)-, (8S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




• RN 732277-11-1 CAPLUS 
CN 7H-1, 3-Dioxolo[4, 5-h] [ 2 , 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- (4-methyl- 
2-thiazolyl) -5- (4-nitrophenyl) - (9CI) (CA INDEX NAME) 




RN 732277-12-2 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 ,-3] benzodiazepine, 8, 9-dihydro-8-methyl-7- (5-methyl- 
2-thiazolyl) -5- (4-nitrophenyl) - (9CI) (CA INDEX NAME) 




RN 732277-13-3 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 7- (4, 5-dimethyl-2-thiazolyl ) -8, 9- 
dihydro-8-methyl-5- (4-nitrophenyl) - (9CI) (CA INDEX NAME) 




RN 732277-14-4 CAPLUS 

CN 7H-l,3-Dioxolo[4,5-h] [2 , 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 
nitrophenyl)-7- ( 4-phenyl-2-thiazolyl ) - (9CI) (CA INDEX NAME) 




RN 732277-15-5 CAPLUS 

CN 4-Thiazolecarboxylic acid, 2- [8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl) -7H- 
1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-7-yl] ethyl ester (9CI) (CA INDEX 
NAME) 




RN 7322"77-16-6 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 , 3] benzodiazepine, 7- ( 4 , 5-dihydro-2-thiazolyl ) -8 , 9- 
dihydro-8-methyl-5- (4-nitrophenyl) - (9CI) (CA INDEX NAME) 




RN 732277-17-7 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2, 3] benzodiazepine, 7- ( 4 , 5-dihydro-2-thiazolyl ) -8 , 9- 
dihydro-8-methyl-5- (4-nitrophenyl) -, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotation ( + ) . 




RN 732277-18-8 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 , 3] benzodiazepine, 7- (4, 5-dihydro-2-thiazolyl ) -8 , 9- 
dihydro-8-methyl-5- ( 4-nitrophenyl ) -, (8S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 732277-19-9 CAPLUS 

CN 4 <5H) -Thiazolone, 2- [ 8 , 9-dihydro-8-methyl-5- { 4-nitrophenyl ) -7H-1, 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-7-yl ] - (9CI) (CA INDEX NAME) 




RN 732277-20-2 CAPLUS 

CN 4 (5H) -Thiazolone, 2- [8 , 9-dihydro-8-methyl-5- { 4-nitrophenyl ) -7H-1, 3- 

dioxolo[4 / 5-h] [2, 3 ] benzodiazepin-7-yl] -5-methyl- (9CI) (CA INDEX NAME) 




RN 732277-21-3 CAPLUS 

CN 4H-1, 3-Thiazin-4-one, 2- [8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl ) -7H-1 , 3- 

dioxolo[4 / 5-h] [2, 3] benzodiazepin-7-yl] -5, 6-dihydro- (9CI) (CA INDEX NAME) 




RN 732277-23-5 CAPLUS 

CN 7H-1, 3-Dioxolo [4 , 5-h] [ 2 , 3 ] benzodiazepine, 8 , 9-dihydro-8-methyl-5- ( 3-methyl- 
4-nitrophenyl) -7- (2-thiazolyl) - (9CI) (CA INDEX NAME) 




RN 732277-24-6 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 , 3 ] benzodiazepine, 8, 9-dihydro-8-methyl-5-phenyl-7- 
(2-thiazolyl) - (9CI) (CA INDEX NAME) 




RN 732277-25-7 CAPLUS 

CN 3H-2, 3-Benzodiazepine, 7-bromo-4, 5-dihydro-8-methoxy-4 -methyl- 1- (4- 
nitrophenyl) -3- { 2-thiazolyl ) - (9CI) (CA INDEX NAME) 




RN 732277-26-8 CAPLUS 

CN 3H-2, 3-Benzodiazepine, 8-chloro-4, 5-dihydro-4-methyl-l- ( 4-nitrophenyl ) 
(2-thiazolyl)- (9CI) (CA INDEX NAME) 




RN 732277-27-9 CAPLUS 

CN 3H-2, 3-Benzodiazepine, 8-chloro-4 , 5-dihydro-4-methyl-3- (4-methyl-2- 
thiazolyl) -1- (4-nitrophenyl) - (9CI) (CA INDEX NAME) 



02 



RN 732277-28-0 CAPLUS 

CN 3H-2, 3-Benzodiazepine, 8-chloro-3- (4, 5-dihydro-2-thiazolyl ) -4, 5-dihydro 
methyl-1- ( 4-nitrophenyl ) - (9CI) (CA INDEX NAME) 




RN 732277-29-1 CAPLUS 

CN 4 <5H) -Thiazolone, 2- [ 8-chloro-4 , 5-dihydro-4-methyl-l- (4-nitrophenyl) -3H 
2,3-benzodiazepin-3-yl]- (9Ci) (CA INDEX NAME) 




RN 732277-30-4 CAPLUS 

CN 3H-2, 3-Benzodiazepine, 7 , 8-dichloro-4 , 5-dihydro-4 -methyl- 3- (4-methyl-2- 
thiazolyl) -l-'( 4 -nitrophenyl ) - (9CI) (CA INDEX NAME) 



02 



RN 732277-31-5 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3 ] benzodiazepine, 7- (4, 5-dihydro-2-oxazolyl) -8, 
dihydro-8-methyl-5- ( 4-nitrophenyl ) - (9CI) (CA INDEX NAME) 




RN 732277-32-6 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 , 3] benzodiazepine, 8 , 9-dihydro-8-methyl-5- ( 4- 
nitrophenyl) -7- (1, 3, 4 -thiadiazol-2-yl ) - (9CI) (CA INDEX NAME) 




RN 732277-33-7 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 
nitrophenyl)-7- (1, 3, 4-thiadiazol-2-yl) -, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotation (+) . 




RN 732277-34-8 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 , 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- ( 5-methyl 
l,3,4-thiadiazol-2-yl)-5-(4-nitrophenyl)- (9CI) (CA INDEX NAME) 




RN 732277-35-9 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 , 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- (5-methyl 
1, 3, 4-thiadiazol-2-yl) -5- ( 4-nitrophenyl ) (8R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 732277-37-1 CAPLUS 

CN 7H-1, 3-Dioxolo [4 , 5-h] [2, 3] benzodiazepine, 7- (5-cyclopropyl-l, 3, 4- 

thiadiazol-2-yl) -8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl ) - (9CI) (CA INDEX 
NAME) 




RN 732277-38-2 CAPLUS 

CN • 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 7- ( 5-ethyl-l, 3, 4-thiadiazol-2- 
yl) -8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl ) - (9CI) (CA INDEX NAME) 




RN 732277-39-3 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [ 2 , 3] benzodiazepine, 7- ( 5-ethyl-l, 3, 4 -thiadiazol-2- 
yl) -8, 9-dihydro-8-methyl-5- (4-nitrophenyl) -, (8R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 732277-40-6 CAPLUS 

CN 7H-1, 3-Dioxolo[4,5-h] [ 2 , 3] benzodiazepine/ 8 , 9-dihydro-8-methyl-5- ( 4- 

nitrophenyl) -7- [5- (trif luoromethyl ) -1, 3, 4-thiadiazol-2-yl] - (9CI) (CA 
INDEX NAME) 



F3- 




RN 732277-41-7 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [ 2 , 3] benzodiazepine , 8 , 9-dihydro-8-methyl-5- ( 4- 

nitrophenyl)-7-(5-phenyl-l,3,4-thiadiazol-2-yl)- (9CI) (CA INDEX NAME) 




RN 732277-42-8 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 7- [5- ( chloromethyl ) -1, 3, 4- 

thiadiazol-2-yl] -8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl ) - (9CI) (CA INDEX 
NAME) 




RN 732277-43-9 CAPLUS 

CN 1,3, 4-Thiadiazole-2-methanamine, N-cyclopropyl-5- [8 , 9-dihydro-8-methyl-5- 
( 4-nitrophenyl) -7H-1, 3-dioxolo [ 4 , 5-h] [ 2 , 3] benzodiazepin-7-yl ] - (9CI) (CA 
INDEX NAME) 




RN -732277-45-1 CAPLUS 

CN 3H-2, 3-Benzodiazepine, 8-chloro-4, 5-dihydro-4-methyl-l- ( 4-nitrophenyl ) -3- 
(1, 3, 4-thiadiazol-2-yl) - (9CI) (CA INDEX NAME) 




RN 732277-47-3 CAPLUS 

CN 3H-2, 3-Benzodiazepine, 8-chloro-4, 5-dihydro-4-methyl-3- (5-methyl-l, 3, 4- 
thiadiazol-2-yl) -1- (4-nitrophenyl) - (9CI) (CA INDEX NAME) 




RN 732277-49-5 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2,3] benzodiazepine, 8, 9-dihydro-8-methyl-5- ( 3-methyl- 
4-nitrophenyl) -7- (5-methyl-l, 3, 4-thiadiazol-2-yl ) - (9CI) (CA INDEX NAME) ■ 




RN 732277-51-9 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- ( 4-methyl- 
3-nitrophenyl)-7-(5-methyl-l,3,4-thiadiazol-2-yl)- (9CI) (CA INDEX NAME) 



M< 




RN 732277-52-0 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- (5-methyl- 
l,3,4-thiadiazol-2-yl)-5-(3-nitrophenyl)- (9CI) (CA INDEX NAME) 




RN 
CN 



732277-53-1 CAPLUS 

3H-2, 3-Benzodiazepine, 7-bromo-4, 5-dihydro-8-methoxy-4-methyl-3- (5-methyl- 
l,3,4-thiadiazol-2-yl)-l-(4-nitrophenyl)- (9CI) (CA INDEX NAME) 




RN 732277-54-2 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- ( 5-methyl- 
6H-l,3,4-thiadiazin-2-yl)-5-(4-nitrophenyl)- (9CI) (CA INDEX NAME) 



Me 




RN 732277-55-3 CAPLUS 

CN 4H-1, 3, 4-Thiadiazin-5 ( 6H) -one, 2- [8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl ) - 
7H-1, 3-dioxolo[4, 5-h] [2, 3]*benzodiazepin-7-yl] - (9CI) (CA INDEX NAME) 




RN 732277-56-4 CAPLUS 

CN . 1, 3, 4-Thiadiazol-2 (3H) -one, 5- [ 8 , 9-dihydro-8-methyl-5- ( 4 -nitrophenyl ) -7H- 
1, 3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-7-yl ] - (9CI) (CA INDEX NAME) 




RN 732277-57-5 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- (5-methyl- 

> l,3,4-oxadiazol-2-yl)-5-(4-nitrophenyl)-, (8R)- (9CI) {CA INDEX NAME) 

Absolute stereochemistry. Rotation {-) . 




RN 732277-58-6 CAPLUS 

CN 1, 2, 4-Thiadiazol-3 (2H) -one, 5- [8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl) -7H- 
1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-7-yl] -2-methyl- (9CI) (CA INDEX 
NAME) 




RN 732277-59-7 CAPLUS 

CN 1,2, 4-Thiadiazol-3 (2H) -one, 2-cyclopropyl-5- [8, 9-dihydro-8-methyl-5- ( 4- 
nitrophenyl) -7H-1, 3-dioxolo [ 4., 5-h] [2, 3] benzodiazepin-7-yl] - (9CI) (CA 
INDEX NAME) 




RN 732277-60-0 CAPLUS 

CN 1,2, 4-Thiadiazol-3 (2H) -one, 5- [8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl ) -7H- 
1, 3-dioxolo [4, 5-h] [2 , 3] benzodiazepin-7-yl] -2-ethyl- (9CI) (CA INDEX NAME) 




RN 732277-61-1 CAPLUS 

CN 4-Thiazolecarboxylic acid, 2- [8, 9-dihydro-8-methyl-5- (4-nitrophenyl) -7H- 
1, 3-dioxolo[4,5-h] [2, 3] benzodiazepin-7-yl ] - (9CI) (CA INDEX NAME) 




RN 732277-62-2 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- ( 4- 
nitrophenyl)-7-(lH-tetrazol-5-yl)- (9CI) (CA INDEX NAME) 




RN 732277-63-3 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8 , 9-dihydro-8-methyl-5- ( 4- 
nitrophenyl)-7-(l,2,4-oxadiazol-3-yl)- (9CI) (CA INDEX NAME) 




RN 732277-64-4 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2 , 3 ] benzodiazepine, 8, 9-dihydro-8-methyl-7- (5-methyl- 
1,2, 4-oxadiazol-3-yl)-5-(4-nitrophenyl) - (9CI) (CA INDEX NAME) 



Me. 




RN 732277-65-5 CAPLUS 

CN 7H-1, 3-Dioxolo [4 , 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- (2-methyl- 
4-thiazolyl)-5-(4-nitrophenyl)- (9CI) (CA INDEX NAME) 




RN 732277-67-7 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 
nitrophenyl)-7-(2-pyrimidinyl)- (9CI) (CA INDEX NAME) 




RN 732277-70-2 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2, 3] benzodiazepine , 7- ( 6-chloro-3-pyridazinyl ) 
dihydro-8-methyl-5- ( 4-nitrophenyl ) - (9CI) (CA. INDEX NAME) 



Me 




RN 732277-72-4 CAPLUS 
CN 7H-1, 3-Dioxolo [4, 5-h] [2 , 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 
nitrophenyl)-7-(lH-l,2,4-triazol-3-yl)- (9CI) (CA INDEX NAME) 




RN 732277-74-6 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [ 2 , 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- ( 5-methyl- 
1H-1, 2, 4-triazol-3-yl) -5- (4-nitrophenyl) - (9CI) (CA INDEX NAME) 




RN 732277-75-7 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3 ] benzodiazepine, 7- ( 1 , 5-dimethyl-lH-l , 2 , 4-triazol- 
3-yl)-8, 9-dihydro-8-methyl-5- (4-nitrophenyl) - (9CI) (CA INDEX NAME) 




RN 732277-76-8 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 , 3 ] benzodiazepine, 7- (1, 3-dimethyl-lH-l , 2, 4-triazol- 
5-yl)-8,9-dihydro-8-methyl-5-(4-nitrophenyl)- (9CI) (CA INDEX NAME) 




RN 732277-77-9 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2 , 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- (1-methyl 
lH-l,2,4-triazoi-3-yl)-5-(4-nitrophenyl)-' (9CI) (CA INDEX NAME) 




RN 732277-78-0 CAPLUS 

CN 7H-1, 3-Dioxolo [4 , 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-7- ( 1-methyl 
1H-1,2, 4-triazol-5-yl)-5- (4-nitrophenyl)- ( 9CI ) (CA INDEX NAME) 




RN 732277-79-1 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- (2-thiazolyl ) -7H-1, 3-dioxolo [4, 5- 
h] [2, 3]benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732277-80-4 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- ( 2-thiazolyl ) -7H-1 , 3- 
dioxolo[4,5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 732277-81-5 CAPLUS 

CN Benzenamine, 4- [ (8S) -8, 9-dihydro-8-methyl-7- ( 2-thiazolyl ) -7H-1 , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] -. (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 732277-82-6 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( 4-methyl-2-thiazolyl) -7H-1 , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732277-83-7 CAPLUS 

CN Benzenamine', 4- [8, 9-dihydro-8-methyl-7- ( 5-methyl-2-thiazqlyl ) -7H-1 , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732277-84-8 CAPLUS 

CN Benzenamine, 4- [7- (4, 5-dimethyl-2-thiazolyl ) -8 , 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl ] - (9CI) (CA INDEX NAME) 




RN 732277-85-9 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( 4-phenyl-2-thiazolyl ) -7H-1, 3- 
dioxolo[4 / 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732277-86-0 CAPLUS 

CN 4-Thiazolecarboxylic acid, 2- [5- ( 4 -aminophenyl ) -8, 9-dihydro-8-methyl-7H- 
1, 3-dioxolo[4, 5-h] [2, .3] benzodiazepin-7-yl] -, ethyl ester (9CI) (CA INDEX 
NAME) 




RN 732277-87-1 CAPLUS 

CN Benzenamine, 4- [7- (4 , 5-dihydro-2-thiazolyl ) -8, 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl ] - (9CI) (CA INDEX NAME) 




RN 732277-88-2 CAPLUS 

CN Benzenamine, 4- [ (8R) -7- (4, 5-dihydro-2-thiazolyl ) -8 , 9-dihydro-8-methyl-7H- 
l,3-dioxolo[4,5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotation (-) . 



RN 732277-89-3 CAPLUS 

CN Benzenamine, 4- [ (8S) -7- ( 4 , 5-dihydro-2-thiazolyl ) -8 , 9-dihydro-8-methyl-7H- 
l / 3-dioxolo[4 / 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation { + ) . 




RN 732277-90-6 CAPLUS 

CN 4 (5H) -Thiazolone, 2- [5- ( 4-aminophenyl ) -8 , 9-dihydro-8-methyl-7H-l, 3- 
dioxolo[4,5-h] [2 , 3] benzodiazepin-7-yl] - (9CI) (CA INDEX NAME) 




RN '732277-91-7 CAPLUS 

CN 4 (5H) -Thiazolone, 2- [5- ( 4 -aminophenyl ) -8 , 9-dihydro-8-methyl-7H-l, 3- 

dioxolo[4, 5-h] [2, 3] benzodiazepin-7-yl] -5-methyl- (9CI) (CA INDEX NAME) 




RN 732277-92-8 CAPLUS 

CN 4H-1, 3-Thiazin-4-one, 2- [5- ( 4-aminophenyl ) -8 , 9-dihydro-8-methyl-7H-l , 3- 

dioxolo[4,5-h] [2, 3] benzodiazepin-7-yl] -5, 6-dihydro- (9CI) (CA INDEX NAME) 




RN 732277-94-0 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( 2-thiazolyl ) -7H-1, 3-dioxolo [4 , 5- 
h] [2,3]benzodiazepin-5-yl]-2-methyl- (9CI) (CA INDEX NAME) 




RN 732277-95-1 CAPLUS 

CN Benzenamine, 4- [4 , 5-dihydro-8-methoxy-4 -methyl-3- (2-thiazolyl) -3H-2, 3- 
benzodiazepin-l-yl] - (9CI) (CA INDEX NAME) 




RN 732277-96-2 CAPLUS 

CN Benzenamine, 4- [ 8-chldro-4 , 5-dihydro-4 -methyl-3- ( 2-thiazolyl ) -3H-2, 3- 
benzodiazepin-l-yl] - (9CI) (CA INDEX NAME) 




RN 732277-97-3 CAPLUS 

CN Benzenamine, 4- [8-chloro-4 , 5-dihydro- 4 -methyl-3- (4-methyl-2-thiazolyl) -3H 
2, 3-benzodiazepin-l-yl] - (9CI) (CA INDEX NAME) 



Me. 




RN 732277-98-4 CAPLUS 

CN Benzenamine, 4- [ 8-chloro-3- (4, 5-dihydro-2-thiaz'olyl ) -4 , 5-dihydro-4-methyl 
3H-2,3-benzodiazepin-l-yl]- (9CI) (CA INDEX NAME) 




RN 732277-99-5 CAPLUS 

CN 4 (5H) -Thiazolone, 2- [ 1- ( 4-aminophenyl ) -8-chloro-4 , 5-dihydro-4-methyl-3H- 
2,3-benzodiazepin-3-yl]- (9CI) (CA INDEX NAME) 




RN 732278-00-1 CAPLUS 

CN Benzenamine, 4- [7, 8-dichloro-4 , 5-dihydro-4-methyl-3- ( 4-methyl-2-thiazolyl ) 
3H-2, 3-benzodiazepin-l-yl] - (9CI) (CA INDEX NAME) 




RN 732278-01-2 CAPLUS 

CN Benzenamine, 4- [7- (4 , 5-dihydro-2-oxazolyl ) -8, 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-02-3 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8 -methyl -7- ( 1 , 3, 4-thiadiazol-2-yl ) -7H-1 , 3- ■ 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-03-4 CAPLUS 

• CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- ( 1 , 3, 4-thiadiazol-2-yl ) -7H-1 , 3 
dioxolo[4,5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 732278-04-5 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- (5-methyl-l, 3, 4 -thiadiazol-2-yl ) -7H 
1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-05-6 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- ( 5 -methyl- 1 , 3, 4-thiadiazol-2- 
yl) -7H-1, 3-dioxolo[4 / 5-h] [ 2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 732278-06-7 CAPLUS 

CN Benzenamine, 4- [7- ( 5-cyclopropyl-l , 3, 4 -thiadiazol-2-yl ) -8, 9-dihydro-8- 
methyl-7H-l, 3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl ] - (9CI) (CA INDEX 
NAME) 




RN 
CN 



732278-07-8 CAPLUS 

Benzenamine, 4- [7- (5-ethyl-l, 3, 4-thiadiazol-2-yl ) -8 , 9-dihydro-8-methyl-7H- 
1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-08-9 CAPLUS 

CN Benzenamine, 4- [ (8R) -7- ( 5-ethyl-l, 3, 4-thiadiazol-2-yl) -8, 9-dihydro-8- 
methyl-7H-l, 3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 732278-09-0 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- [5- ( trif luoromethyl ) -1,3,4- 

thiadiazol-2-yl] -7H-1, 3-dioxolo [4, 5-h] [2, 3] benzodiazepin-5-yl ] - (9CI) (CA 
INDEX NAME) 




RN 
CN 



732278-10-3 CAPLUS 

Benzenamine, 4- [8, 9-dihydro-8-methyl-7- (5-phenyl-l, 3, 4-thiadiazol-2-yl ) -7H- 
l,3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-11-4 CAPLUS 

CN 1, 3, 4-Thiadiazole-2-methanamine, 5- [5- ( 4-aminophenyl ) -8, 9-dihydro-8-methyl- 
7H-1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-7-yl] - (9CI) (CA INDEX NAME) 




RN 732278-12-5 CAPLUS 

CN Benzenamine, 4- [8-chloro-4, 5-dihydro-4-methyl-3- (1,3, 4-thiadiazol-2-yl ) -3H- 
2, 3-benzodiazepin-l-yl] - (9CI) (CA INDEX NAME) 




RN 732278-14-7 CAPLUS 

CN Benzenamine, 4- [8-chloro-4, 5-dihydro-4-methyl-3- ( 5-methyl-l , 3, 4 -thiadiazol- 
2-yl)-3H-2, 3-benzodiazepin-l-yl]- (9CI) (CA INDEX NAME) 




RN 732278-15-8 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- (5-methyl-l, 3, 4-thiadiazol-2-yl) -7H 
l,3-dioxolo[4,5-h] [2, 3] benzodiazepin-5-yl] -2-methyl- (9CI) (CA INDEX 
NAME) 




RN 732278-16-9 CAPLUS 

CN Benzenamine, 5- [8, 9-dihydro-8-methyl-7- (5-methyl-l, 3, 4-thiadiazol-2-yl) -7H 
1, 3-dioxolo[4, 5-h].[2, 3] benzodiazepin-5-yl] -2-methyl- (9CI) (CA INDEX 
NAME) 




' RN. 732278-17-0 CAPLUS 
CN Benzenamine, 3- [8, 9-dihydro-8-methyl-7- (5-methyl-l, 3, 4 -thiadiazol-2-yl ) -7H 
1, 3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-18-1 CAPLUS 

CN Benzenamine, 4- [4, 5-dihydro-8-methoxy-4-methyl-3- (5-methyl-l, 3,4- 

thiadiazol-2-yl) -3H-2, 3-benzodiazepin-l-yl] - (9CI) (CA INDEX NAME) 




RN 732278-19-2 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( 5 -methyl -6H-1 , 3, 4-thiadiazin-2-yl) - 
7H-1, 3-dioxolo[4,5-h] [2, 3] benzodiazepin-5-yl ] - (9CI) (CA INDEX NAME) 



Me 




RN 732278-20-5 CAPLUS 

CN 4H-1, 3, 4-Thiadiazin-5 (6H) -one, 2- [5- ( 4-aminophenyl ) -8, 9-dihydro-8-methyl- 
7H-l,3-dioxolo[4,5-h] [2, 3] benzodiazepin-7-yl] - (9CI) (CA INDEX NAME) 



H2 



RN 732278-21-6 CAPLUS 

CN 1,3, 4-Thiadiazol-2 (3H) -one, 5- [ 5- ( 4-aminophenyl ) -8 , 9-dihydro-8-methyl-7H- 
1, 3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-7-yl ] - (9CI) (CA INDEX NAME ) 




RN 732278-22-7 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- (5-methyl-l, 3, 4-oxadiazol-2- 
yl)-7H-l,3-dioxolo[4/5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation .(-) . 




RN 732278-23-8 CAPLUS 

CN 1,2, 4-Thiadiazol-3 (2H) -one, 5- [5- ( 4-aminophenyl ) -8, 9-dihydro-8-methyl-7H- 
1, 3-dioxolo[4, 5-h] [2, 3 ] benzodiazepin-7-yl ] -2-methyl- (9CI) (CA INDEX 
NAME) : 




RN 732278-24-9 CAPLUS 

CN 1, 2, 4-Thiadiazol-3 (2H) -one, 5- [5- (4-aminophenyl) -8, 9-dihydro-8-methyl-7H- 
l,3-dioxolo[4,5-h] [2, 3] benzodiazepin-7-yl] -2-cyclopropyl- (9CI) (CA INDEX 
NAME) 




RN 732278-25-0 CAPLUS 

CN 1,2, 4-Thiadiazol-3 (2H) -one, 5- [ 5- ( 4-aminophenyl ) -8 , 9-dihydro-8-methyl-7H- 
l,3-dioxolo[4,5-h] [ 2 , 3] benzodiazepin-7-yl] -2-ethyl- (9CI) (CA INDEX NAME) 




RN 732278-26-1 CAPLUS 

CN 5-Thiazolecarboxylic acid, 2- [5- (4-aminophenyl) -8, 9-dihydro-8-methyl-7H- 
1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-7-yl] - (9CI) (CA INDEX NAME) 



H0 2 ' 




RN 732278-27-2 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( lH-tetrazol-5-yl) -7H-1, 3- 
dioxolo[4 / 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-28-3 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- (1, 2, 4-oxadiazol-3-yl ) -7H-1, 3- 
dioxolo[4,5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-29-4 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- (5-methyl-l, 2, 4-oxadiazol-3-yl) -7H- 
1, 3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-30-7 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- (2-methyl-4-thiazolyl ) -7H-1, 3- 
dioxolo [4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-31-8 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- { 2-pyrimidinyl) -7H-1, 3-dioxolo [4, 5- 
h] [2, 3]benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-32-9 CAPLUS 

CN Benzenamine, 4- [7- ( 6-chloro-3-pyridazinyl ) -8, 9-dihydro- 8 -methyl -7H- 1 , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-33-0 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( 1H-1 , 2 , 4 -triazol-3-yl ) -7H-1, 3- 
dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-34-1 CAPLUS. 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( 5-methyl-lH-l, 2, 4-triazol-3-yl ) -7H- 
l,3-dioxolo[4,5-h] [ 2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-35-2 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( 1-methyl-lH-l, 2, 4-triazol-5-yl ) -7H- 
1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-36-3 CAPLUS 

CN Benzenamine, 4- [8, 9-dihydro-8-methyl-7- ( 1-methyl-lH-l , 2, 4-triazol-3-yl) 
l,3-dioxolo[4,5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 




RN 732278-37-4 CAPLUS 

CN Benzenamine, 4- [7- (1, 3-dimethyl-lH-l , 2 , 4-triazol-5-yl ) -8, 9-dihydro-8- 
methyl-7H-l / 3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX 
NAME) 




RN 732278-38-5 CAPLUS 

CN • Benzenamine, 4- [7- (1, 5-dimethyl-lH-l, 2, 4-triazol-3-yl ) -8 , 9-dihydro-8- 
methyl-7H-l, 3-dioxolo[4, 5-h] f 2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX 
NAME) 




RN 732278-39-6 CAPLUS 

CN Acetamide, N- [4- [8 , 9-dihydro-8-methyl-7- (5-methyl-2-thiazolyl ) -7H-1 , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] phenyl] - (9CI) (CA INDEX NAME) 




RN 732278-40-9 CAPLUS 

CN Acetamide, N- [4- [8, 9-dihydro-8-methyl-7- ( 4-methyl-2-thiazolyl ) -7H-1 , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] phenyl] - (9CI) (CA INDEX NAME ) 




RN 732278-41-0 CAPLUS 

CN Acetamide, N- [4- [7- (4, 5-dihydro-2-thiazolyl ) -8 , 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4 / 5-h] [2 , 3 ] benzodiazepin-5-yl] phenyl ] - (9CI) (CA INDEX NAME) 




RN 732278-42-1 CAPLUS 

CN Acetamide, N- [ 4 - [ (8R) -8 , 9-dihydro-8-methyl-7- ( 2-thiazolyl ) -7H-1 , 3- ' 
dioxolo[4 / 5-h] [2, 3] benzodiazepin-5-yl] phenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . ' 




RN_ 732278-43-2 CAPLUS 

CN* Acetamide, N- [4- [ (8S) -8, 9-dihydro-8-methyl-7- (2-thiazolyl ) -7H-1 , 3- 

dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] phenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 732278-44-3 CAPLUS 

CN Acetamide, N- [4- [ (8R) -7- ( 4 , 5-dihydro-2-thiazolyl ) -8 , 9-dihydro-8-methyl-7H- 
l,3-dioxolo[4,5-h] [ 2 , 3 ] benzodiazepin-5-yl ] phenyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



Rotation (+) . 



RN 732278-46-5 CAPLUS 

CN Acetamide, N- [4- [ (8S) -7- ( 4 , 5-dihydro-2-thiazolyl ) -8 , 9-dihydro-8-methyl-7H- 
1, 3-dioxol6[4, 5-h] [2, 3] benzodiazepin-5-yl] phenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 732278-47-6 CAPLUS 

CN Acetamide, N- [4- [7- (4, 5-dihydro-2-oxazolyl ) -8, 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] phenyl ] - (9CI) (CA INDEX NAME) 




RN 732278-48-7 CAPLUS 

CN Acetamide, N- [ 4 - [ 8 , 9-dihydro-8-methyl-7- (2-pyrimidinyl ) -7H-1 , 3-dioxolo [ 4 , 5- , 
h] [2, 3]benzodiazepin-5-yl]phenyl] - (9CI) (CA INDEX NAME) 



HAc 



RN 732278-49-8 CAPLUS 

CN Acetamide, N- [4- [7- ( 6-chlor6-3-pyridazinyl ) -8, 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4,5-h] [2, 3] benzodiazepin-5-yl] phenyl] - (9CI) (CA INDEX NAME) 




RN 732278-50-1 CAPLUS 

CN Acetamide, N- [4- [ (8R) -8, 9-dihydro-8-methyl-7- ( 5-methyl-l , 3, 4 -thiadiazol-2- 
yl)-7H-l,3-dioxolo[4,5-h] [2, 3] benzodiazepin-5-yl]phenyl] - (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation (-) . 




RN 732278-51-2 CAPLUS 

CN Acetamide, N- [4- [8, 9-dihydro-8-methyl-7- ( 5-methyl-l , 3, 4-thiadiazol-2-yl ) - 
7H-1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] -2-methylphenyl] - (9CI) (CA 
INDEX NAME) 




RN 732278-52-3 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- ( 5-methyl-l , 3 , 4-thiadiazol-2- 
.ylj -7H-1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] -2-methyl- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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AB A novel series of 3-aryl-5H-2 , 3-benzodiazepines (I, R = aryl) with N-3 

aromatic substituents was synthesized. Good in vivo anticonvulsant activity 
of the new compds . was demonstrated employing the maximal electroshock seizure 
test in mice. Evaluation of a subset of the compds. in the cortical wedge 
assay confirmed the new structures to be AM PA antagonists. 

IT 178751-13-8P 245120-82-5P 245120-83-6P 
245120-84-7P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study); PREP (Preparation) 

(synthesis and anticonvulsant activity of 3-aryl-5H-2, 3-benzodiazepine 
AMPA antagonists) 
RN 178751-13-8 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3 ] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 
nitrophenyl)-7-(2-pyridinyl)-, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 245120-82-5 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3 ] benzodiazepine, 5- (4-chlorophenyl ) -8 ,-9-dihydro-8- 
methyl-7- (2-pyridinyl) -, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 245120-83-6 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3 ] benzodiazepine, 8, 9-dihydro-5- ( 4 -iodophenyl ) -8- 
methyl-7- (2-pyridinyl) -, (8R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

Me ^Ol 




RN 245120-84-7 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-5-phenyl-7- 
(2-pyridinyl) -, (8R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 178751-16-1P 178751-17-2P 178751-19-4P 
178751-22-9P 245120-78-9P 245120-80-3P ' 
245120-81-4P 

RL: BAC (Biological activity or effector,- except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation); USES (Uses) 

(synthesis and anticonvulsant activity of 3-aryl-5H-2, 3-benzodiazepine 
AMPA antagonists) 
RN 178751-16-1 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- (2-pyridinyl ) -7H-1, 3- 
dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH2 



RN 178751-17-2 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- ( 1-phthalazinyl ) -7H-1 , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-19-4 CAPLUS 

CN Benzenamine, 4- [ (8R) -7- ( 2-benzothiazolyl ) -8, 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-22-9 CAPLUS 

CN Benzenamine, 4- [ (8R) -7- ( lH-benzimidazol-2-yl ) -8 , 9-dihydro-8-methyl-7H-l ,-3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




CN 3-Thiophenecarboxylic acid, 2- [ (8R) -5- ( 4-aminophenyl) -8, 9-dihydro-8-methyl- 
7H-1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-7-yl ] -, methyl ester (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 245120-80-3 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- (2-quinolinyl) -7H-1, 3- 
dioxolo[4,5-h] [ 2 , 3] benzodiazepin-5-yl ] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 245120-81-4 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- [ 4- ( trif luoromethyl ) -2- 

pyrimidinyl] -7H-1 , 3-dioxolo [ 4 , 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 
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AB The title compds . [I; R = H, Cl-10 alkyl; X = (un) substituted Ph, thienyl, 
furyl, etc.; Aryl = 4-02NC6H4, (un) protected 4-H2NC6H4], an AMPA receptor 
antagonists useful as anticonvulsants, were prepared and formulated. Thus, 
reaction of (S) -1- { (4-nitrophenyl) - { 5- [4- (2-hydroxypropyl) -1, 2- 
methylenedioxyphenyl] } } -2-phenyldiazane with MeS02Cl in the presence of Et3N 
in CH2C12 followed by treatment of the resulting intermediate with tBuOLi in 
THF afforded 51% (R)-I [R = Me; X = Ph; Aryl = 4-02NC6H4]. Compds. I are 
effective at 0.1-20 mg/kg. 

IT . 178751-13-8P 178751-14-9P L78751-18-3P 
178751-20-7P 178751-23-0P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(preparation of 8 , 9-dihydro-l , 3-dioxolo [ 4 , 5-h] [ 2 , 3] benzodiazepines as 
anticonvulsants ) 
RN 178751-13-8 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [ 2 , 3 ] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 



nitrophenyl) -7- (2-pyridinyl) (8RJ- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-14-9 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 
nitrophenyl) -7- ( 1-phthalazinyl ) -, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-18-3 CAPLUS 

CN 7H-1, 3-Dioxolo[4,'5-h] [ 2 , 3] benzodiazepine, 7- (2-benzothiazolyl ) -8, 9-dihydro- 
8-methyl-5- ( 4-nitrophenyl ) -, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-20-7 CAPLUS 

CN 7H-1, 3-Dioxolo [4, 5-h] [2, 3 ] benzodiazepine , 7- ( lH-benzimidazol-2-yl ) -8 , 9- 
dihydro-8-methyl-5- (4-nitrophenyl) -, (8R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. . 




RN 178751-23-0 CAPLUS 

CN 2-Thiophenecarboxylic acid, 3- [ (8R) -8, 9-dihydro-8-methyl-5- ( 4-nitrophenyl ) - 
7H-1, 3-dioxolo[4, 5-h] [2, 3] benzodiazepin-7-yl ] methyl ester (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




IT 178751-16-1P 178751-17-2P 178751-19-4P 
178751-22-9P 178751-24-1P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 8, 9-dihydro-l , 3-dioxolo [ 4 , 5-h] [2, 3] benzodiazepines as 
anticonvulsants ) 
RN 178751-16-1 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- (2-pyridinyl ) -7H-1 , 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




:NH2 



RN 178751-17-2 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- ( 1-phthalazinyl ) -7H-1 , 3- 
dioxolo[4,-5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 178751-19-4 CAPLUS 

CN Benzenamine, 4- [ (8R) -7- (2-benzothiazolyl) -8, 9-dihydro- 8 -methyl -7H- 1 , 3- 
dioxolo[4, 5-h] [2,3]benzodiazepin-5-yl]- (9CI) (CA INDEX NAME) 



"Absolute stereochemistry. 




RN 178751-22-9 CAPLUS 

CN. Benzenamine, 4 - [ (8R) -7- ( lH-benzimidazol-2-yl ) -8, 9-dihydro-8-methyl-7H-l / 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 178751-24-1 CAPLUS 

CN 2-Thiophenecarboxylic acid, 3- [ (8R) -5- ( 4-aminophenyl) -8, 9-dihydro-8-methyl- 
7H-1, 3-dioxolo [4, 5-h] [2 , 3] benzodiazepin-7-yl] methyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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AB Title compels. I [R = H or Cl-10 alkyl; X = (un) substituted Ph, thienyl, furyl, 
pyridyl, imidazolyl , benzimidazolyl, benzothiazoyl or phthalazinyl 
(substituents = halo, OH, cyano, N02, Cl-6 alkyl, C3-6 cycloalkyl, Cl-4 
alkoxy, C02H, Cl-6 alkoxycarbonyl , Ac, CHO, CH2C02H, CH20H, NH2 , CH2NH2, 
0CH20, CF3); Ar = C6H4N02-p, (un) protected C6H4NH2-p] and their 
. pharmaceutically acceptable salts are disclosed. I are AM PA receptor 
antagonists, and are particularly useful as anticonvulsants. For instance, 
reduction of the carbonyl group in ( 3 , 4-methylenedioxyphenyl ) acetone by 
Zygosaccharomyces rouxii gave 85-90% ( S ) -a-methyl-1 , 3- benzodioxole-5-ethanol 
with 100% enantiomeric excess. This was cyclized with. p-02NC6H4CHO to give 
86% dioxolobenzopyran derivative II [R 1 = H] , which was oxidized with air and 
aqueous NaOH in DMSO-DMF mixture to give II [R f = OH] . Reaction of the latter 
with 2-hydrazinobenzimidazole in EtOH in the presence of HC1, followed by 
recyclization using the Mitsunobu reaction, gave title compound II [R ? ? = 
N02], which was hydrogenated to give 76.5% II [R' ' - NH2] The latter had 
ED50 of 3.2 mg/kg in a bioassay described by Leander [Epilepsia, 33(3), 573- 
576, 1992] . Eight formulations are listed. 

IT 178751-13-8P 178751-14-9P 178751-18-3P 
178751-20-7P 178751-23-0P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); RCT (Reactant); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(preparation of dihydrobenzodiazepine derivs. as AM PA receptor antagonists 
and anticonvulsants) 
RN 178751-13-8 CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8 , 9-dihydro-8-methyl-5- ( 4 - 
nitrophenyl)-7-(2-pyridinyl)-, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-14-9 . CAPLUS 

CN 7H-1, 3-Dioxolo[4, 5-h] [2, 3] benzodiazepine, 8, 9-dihydro-8-methyl-5- (4- 
nitrophenyl)-7-(l-phthalazinyl)-, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-18-3 CAPLUS 

CN 7H-1, 3-Dioxolo [4 , 5-h] [2, 3] benzodiazepine, 7- (2-benzothiazolyl) -8 , 9-dihydro- 
8-methyl-5- ( 4-nitrophenyl ) -, (*8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-20-7 CAPLUS 

CN 7H-1, 3-Dioxolo [4 , 5-h] [2 , 3] benzodiazepine, 7- ( lH-benzimidazol-2-yl ) -8, 9- 
dihydro-8-methyl-5- (4-nitrophenyl) -, (8R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-23-0 CAPLUS 

CN 2-Thiophenecarboxylic acid, 3- [ (8R) -8, 9-dihydro-8-methyl-5- (4-nitrophenyl) - 
7H-1, 3-dioxolo[4, 5-h] [2 , 3] benzodiazepin-7-yl] - , methyl ester (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




IT 178751-16-1P 178751-17-2P 178751-19-4P 
173751-22-9P 178751-24-1P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of dihydrobenzodiazepine derivs. as AMPA receptor antagonists 
and anticonvulsants) 
RN 178751-16-1 CAPLUS 



CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- (2-pyridinyl ) -7H-1, 3- 
dioxolo[4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-17-2 CAPLUS 

CN Benzenamine, 4- [ (8R) -8, 9-dihydro-8-methyl-7- ( 1-phthalazinyl ) -7H-1 , 3- 
dioxolo [4, 5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 178751-19-4 CAPLUS 

CN Benzenamine, 4- [ (8R) -7- ( 2-benzothiazolyl ) -8 , 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4, 5-h] [2 , 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 178751-22-9 CAPLUS 

CN Benzenamine, 4- [ (8R) -7- ( lH-benzimidazol-2-yl ) -8 , 9-dihydro-8-methyl-7H-l , 3- 
dioxolo[4,5-h] [2, 3] benzodiazepin-5-yl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




CN 2-Thiophenecarboxylic acid, 3- [ (8R) -5- ( 4 -aminophenyl ) -8 , 9-dihydro-8-methyl- 
7H-1, 3-dioxolo[4, 5-h] [2, 3 ] benzodiazepin-7-yl ] -, methyl ester. (9CI) (CA' 
INDEX NAME) 

Absolute stereochemistry. 



Me. 




=> d 12; d his; log y 
L2 HAS NO ANSWERS 
LI STR 




Structure attributes must be viewed using STN Express query preparation. 
L2 QUE ABB=ON PLU=ON LI 



(FILE 1 HOME ? ENTERED AT 16:18:53 ON 21 NOV 2006) 

FILE 1 REGISTRY 1 ENTERED AT. 16:19:21 ON 21 NOV 2006 
LI STRUCTURE UPLOADED 

L2 QUE LI • 

L3 10 S L2 

L4 147 S L2 FUL 

FILE 'CAPLUS 1 ENTERED AT 16:20:24 ON 21 NOV 2006 
L5 4 S L4 



COST IN U.S. DOLLARS 
FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 



SINCE FILE 
ENTRY 
20.90 

SINCE FILE 
ENTRY 
-3.00 



TOTAL 
SESSION 
188.49 

TOTAL 
SESSION 
-3.00 



STN INTERNATIONAL LOGOFF AT 16:21:16 ON 21 NOV 2006 



